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Solid-phase synthesis
• A practical solid-phase synthesis of carbamates by the direct conversion of Fmoc-
protected amines using the Mitsunobu reaction has been described (Zaragoza and
Stephensen, Tetrahedron Lett., 2000, 41(12), 2015-2017).
• An efficient procedure for the preparation of combinatorial libraries has been
described (Teague and Walters, Tetrahedron Lett., 2000, 41(12), 2023-2026). The
method requires the solution-phase transformation of a 96-well array of
intermediates cleaved from a solid-phase support.
• The solid-phase synthesis of styrylquinazolinones from resin-bound amino acids has
been reported (Theoclitou et al., Tetrahedron Lett., 2000, 41(13), 2051-2054).
• Using 4-fluoro-3-nitrobenzoic acid, efficient methods for the solid-phase synthesis
of branched thiohydantoin benzimidazolinethiones and thiohydantoin
tetrahydroquinoxalinediones have been devised (Nefzi et al., Tetrahedron Lett.,
2000, 41(14), 2283-2287).
• A simple and convenient method for the preparation of 5-substituted-2-
carboxyindoles on solid support has been described (Tois et al., Tetrahedron Lett.,
2000, 41(14), 2443-2446).
• Solid-phase and solution phase methods have been compared in the synthesis of
substituted dibenz[b,g]1,5-oxazocines (Ouyang et al., Tetrahedron, 2000, 56(16),
2369-2377). Although purity of products synthesised by both methods were
identical, yields of compounds synthesised on solid-phase were generally higher.
• Unsymmetrically-substituted 5,15-diphenylporphyrins have been prepared using a
combination of solid- and solution-phase methods (Elgie et al., Tetrahedron Lett.,
2000, 41(15), 2753-2757).
Solid-phase reagents
• A scintillant–containing macroporous resin has been prepared by the
copolymerisation of 2,5-diphenyl-4-vinyloxazole with various styrenes (Clapham
and Sutherland, Tetrahedron Lett., 2000, 41(13), 2253-2256). This resin has been
used in a two-stage synthesis and a subsequent on-bead scintillation-base analysis
(Clapham and Sutherland, Tetrahedron Lett., 2000, 41(13), 2257-2260).
• Macroporous, highly cross-linked polystyrene has been described as a base resin
for solid phase rapidly acting scavengers and this approach has been used to
prepare a library of sulphonamides (Nicewonger et al., Tetrahedron Lett., 2000,
41(14), 2323-2326).
• Polystyrene supported TBTU has been used as a new solid phase reagent for
peptide coupling, effective even in wet solvents (Chinchilla et al., Tetrahedron
Lett., 2000, 41(14), 2463-2466).
• A solution-phase synthesis of substituted benzimidazol-2-ones that uses polymer-
supported thiophenol as a reagent to remove excess alkylating reagents has been
reported and used to make a library of 24 products (Ermann et al., Tetrahedron
Lett., 2000, 41(14), 2483-2485).
Solution phase chemistry
• Carbon dioxide and methanol have been used in combination in the solution Ugi
reaction to generate carbamate protected amino-amides in good yield (Hulme et
al., Tetrahedron Lett., 2000, 41(12), 1889-1893). This method has been used to
generate both cyclic ureas and hydantoins.
• Starting with chalcones as templates, parallel solution-phase methods have been
used for the synthesis of N-substituted 2-pyrazoline libraries using both polymer-
supported reagents and scavengers (Bauer et al., Tetrahedron Lett., 2000, 41(15),
2713-2717).
Library applications
• The parallel solid- and solution-phase synthesis of a library of 1360 1,4-
naphthoquinones has resulted in the identification of inhibitors of trypanothione
reductase from Trypanosoma cruzi (Salmon-Chemin et al., Bioorg. & Med. Chem.
Lett., 2000, 10(7), 631-635).
• The solid-phase synthesis and nitrosation of D-glutathione has permitted the
examination of both enantiomers of S-nitrosoglutathione as a molecular probe
(Cavero et al., Bioorg. & Med. Chem. Lett., 2000, 10(7), 641-644).
• A solid-phase route to combinatorial libraries of substituted
tetrahydroisoquinolines with inhibitory activity against the protein phosphorylase
cdc25B has been described (Fritzen et al., Bioorg. & Med. Chem. Lett., 2000,
10(7), 649-652).
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